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©  Polypeptide  derivatives  containing  5-amino-2,5-disubstituted-4-hydroxypentanoic  acid  residues. 
©  Polypeptide  derivatives  containing  5-amino-2, 
5-disubstituted-4-hydroxypentanoic  acid  residues  are  of  the 
formula: 
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wherein,  for  example  in  a  preferred  embodiment  R  is 
t-butyloxycarbonyl,  m  and  n  are  each  0  or  1,  their  sum  being 
at  least  1;  R1  is  cyclohexylmethyl;  R2  is  2-methylpropyl, 
2-methyl-2-propenyl,  benzyl,  4-chlorobenzyl,  3-chlorobenzyl, 
4-methylbenzyl,  4-methoxybenzyl,  3,4-dichlorobenzyl, 
2-  chlorobenzyl  or  cyclohexylmethyl;  R3  is  hydrogen;  R4  is 
hydrogen,  methyl,  4-aminobutyl,  2-carboxyethyl, 
3-  (ethoxycarbonyl)propyl  or  3-(benzyloxycarbonyl)-propyl; 
W  is  phenylalanyl,  W1  is  histidyl  and  W2  is  lysyl. 

These  compounds  are  useful  for  inhibiting  the  an- 
giotensinogen  cleaving  action  of  the  enzyme  renin  having 
particular  utility  in  the  treatment  of  hypertension. 
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CLAIMS  INCURRING  FEES  

i  ne  present  turopean  patent  application  comonsea  at  tne  time  ot  tiling  moie  than  ten  claims. 

r~~|  All  claims  fees  have  been  paid  within  the  prescribed  time  limit.  The  present  Ei 
drawn  ua  for  all  claims. 
«n  claims  tees  nave  Deen  paia  witnin  me  prescrioea  time  limit.  I  he  present  European  search  report  has  Been 
drawn  up  for  all  claims. 

□  

□  

uniy  part  01  tne  Claims  tees  nava  Deen  paid  within  the  prescribed  time  limit.  The  present  European  search 
report  has  been  drawn  up  for  the  first  ten  claims  and  for  those  claims  for  which  claims  tees  nave  oeen  paid. 

namely  claims: 

No  claims  fees  have  been  paid  within  the  prescribed  time  limit.  The  present  European  search  report  has  Been 
drawn  up  for  the  first  ten  claims. 

A LACK  OF  UNITY  OF  INVENTION 
i  ne  aearcn  uivition  tonbiciora  mat  tne  present  turopean  patent  application  does  not  comply  with  the  requirement  of  unity  of 
nvention  and  relates  to  several  inventions  or  groups  of  inventions. 
lamely: 

1.  C l a i m s   8 , 1 1   and   1 - 3 , 1 0 , 1 2 - 1 5   p a r t i a l l y :  
R e n i n   i n h i b i t o r y   p e p t i d e s   fo  t h e   f o r m u l a   on  p a g e   8 7 ,  
l i n e s   2 - 8 ,   as  f a r   as  n  and   m  a r e   e a c h   1,  and  Rl  i s  
c y c l o h e x y l m e t h y l .   I n t e r m e d i a t e s   and  p r o c e s s e s   f o r  
t h e i r   p r e p a r a t i o n .  

2.  C l a i m s   1 2 - 1 5   p a r t i a l l y :  
S t e r e o s p e c i f i c   p r o c e s s e s   and  i n t e r m e d i a t e s   f o r   t h e  
p r e p a r a t i o n   of   f u r t h e r   p e p t i d e   d e r i v a t i v e s   of  t h e  
f o r m u l a   on  p a g e   87,   l i n e s   2 - 8 .  

3.  C l a i m s   4 - 7 , 9   and   1 - 3 , 1 0   p a r t i a l l y :  
P e p t i d e   d e r i v a t i v e s   of   t h e   f o r m u l a   on  p a g e   87,  l i n e s  
2 - 8 ,   and   t h e i r   p r o t e c t e d   C - t e r m i n a l   m o i e t i e s   ( c l a i m  
10,  p a g e   90,  " T i n e s   1 9 - 2 3 ) ,   as  f a r   as  n o t   c o v e r e d   b y  
t h e   s c o p e   o f   s u b j e c t   1 .  
NOTE:  t h i s   s u b j e c t   s t i l l   c o n t a i n s   a  w i d e   r a n g e   o f  

v e r y   d i f f e r e n t   c o m p o u n d s ,   f o r   w h i c h   t h e   s e a r c h  
a u t h o r i t y   c o u l d   n o t   d i s t i n g u i s h   u n i f y i n g   i n v e n -  
t i v e   c o n c e p t s .   A  s e a r c h   f o r   t h i s   s u b j e c t   w o u l d  
h a v e   r e s u l t e d   i n   f u r t h e r   n o n - u n i t y   o b j e c t i o n s .  

j==j  All  further  search  fees  have  been  paid  within  the  fixed  time  limit.  The  present  European  search  report  has 
been  drawn  up  for  all  claims. 

prj  Only  part  of  the  further  search  fees  have  been  paid  within  the  fixed  time  limit.  The  present  European  search 
report  has  been  drawn  up  for  those  parts  of  the  European  patent  application  which  relate  to  the  inventions  in 
respect  of  which  search  fees  have  been  paid, 

namely  claims:  8 , 1 1 - 1 5   and   1 - 3 , 1 0   p a r t i a l l y  

m   None  of  Iho  further  March  fees  has  been  paid  within  the  fixed  time  limit.  The  present  European  search  report 
Una  been  drawn  uy  for  those  parts  of  the  European  patent  application  which  relate  to  the  invention  first 
mentioned  in  the  claims, 

namaly  claims: 



3  
1  2 9 0 :  

European  Patent 
Office EUROPE, Application  numoer 

DOCUMENTS  CONSIDERED  TO  Bi  ■LI 

EP  86  30  5 9 9 5  

-  2  -  
ouauon  oi  aocument  wun  inaication.  where  appropriate, of  relevant  passages 

Relevant 
to  claim 

CLASSIFICATION  OF  THE 
APPLICATION  (Int  CI  -) I 

J .   ORG.  CHEM.  ,  v o l .   45,  1 9 8 0 ,   p a g e s  
2 8 - 2 9 ;   Am.  Chera.  S o c ,   US 
M.M.  MIDLAND  e t   a l .   :  " S y n t h e s i s   o f  
a l k y l   4 - h y d r o x y - 2 - a l k y n o a t e s "  
*  Whole   a r t i c l e   * 

ANGEW.  CHEM.  ,  I n t .   Ed.  E n g l . ,   v o l .  
23,  no.   2,  1984 ,   p a g e s   1 4 3 - 1 4 5 ;  
V e r l a g   Chemie   GmbH,  W e i n h e i m ,   DE 
H-J .   GAIS:  " S t e r e o s e l e c t i v e   s y n t h e -  
s i s   of  (E)  - 4 - h y d r o x y - 2 - a l k e n o i c  
a c i d   e s t e r s   fo rm  a l d e h y d e s   and  t h e  
d3  - b u i l d i n g   b l o c k   e t h y l   l i t h i o p r o -  
p i o l a t e "  
*  Whole   a r t i c l e   * 

EP-A-U  1/3  481  (  UPJOHN  ) 
*  C l a i m   1;  p a g e s   1 4 8 - 1 5 9 ;   e s p e c i a l -  

ly   page   149,   f o r m u l a   XL6,  p a g e  
151,   f o r m u l a   XL  5  and  l i n e   1 5 ,  
p a g e   153 ,   l i n e s   4 ,5   * 

EP-A-0  155  809  ( P F I Z E R )  
*  P a g e s   4 1 - 4 3 ;   e x a m p l e s   9 , 1 0 , 1 2   * 

J.  ORG.  CHEM.,  v o l .   51,  1 9 8 6 ,   p a g e s  
4 8 2 8 - 4 8 3 3 ;   Am.  Chem.  S o c ,   US 
^.H.  FRAY  e t   a l .   :  "A  s h o r t ,   s t e r e o -  
s e l e c t i v e   s y n t h e s i s   of  t h a   l a c t o n e  
p r e s u r s o r   to   2 R , 4 S , 5 S   h y d r o x y e t h y -  
l e n e   d i p e p t i d e   i s o s   t e r e s "  
*  Whole   a r t i c l e   * 

L 2 - 1 5  

L 2 - 1 5  

TECHNICAL  FIELDS 
SEARCHED  (Int.  CI  ■>) 

l - 3 , 8 ,  
LO 

-lacs  oi  ssarcn jata  ot  completion  ot  tne  search ixaminor 

l/AIEWHt  ur  OI  I  fcU  UUUUMfcNIS 
<  :  particularly  relevant  if  taken  alone 
i  :  particularly  relevant  if  combined  with  another 

document  ot  the  same  category \  :  technological  background D  :  non-written  disclosure 3  :  intermediate  document 

r  :  theory  or  principle  underlying  the  invention 
z  :  earlier  patent  document,  but  published  on,  or after  the  filing  date 
3  :  document  cited  in  the  application 
L  :  document  cited  for  other  reasons 
&  :  member  of  the  same  patent  family,  corresponding 

document 


	bibliography
	search report

